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WHAT IS CLAIMED IS: 

1. A process for producing an optically active l-(fluoro- or 
trif luoromdt^hyl- substituted phenyl ) ethylamine represented by 
the general f d^mula [ 5 ] : 
[ Chemical 3 ] 




(wherein, R represents a fluorine atom or- trif luoromethyl group , 
n represents 1 to 5, and intakes an arbitrary substitution 
position, except for the orth^ position when R is a fluorine 
atom and n is 1, and the asterisk (V) represents a chiral carbon) 
by asymmetrically reducing an optically active inline represented 
by the general formula [ 3 ] : 
[Chemical 1] 




trif li 



oromethyl group, 
tion position. 



(wherein, R represents a fluorine atom or 
n represents 1 to 5 and it takes an arbitary subsl 
except for the ortho position when R is a fluoride atom and n 
is 1, Ar represents a phenyl group or 1- or 2-napftthyl group, 
and the asterisk (*) represents a chiral carbon) usirig a hydride 
reducing agent r converting to an optically active secondary amine 
represented by the general formula [4] 
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(wherein , R represenlf^a fluorine atom or trifluoromethyl group , 
n represents 1 to 5 and it takes an arbitrary substitution position , 
except for the ortho position when R is a fluorine atom and n 
is 1, Ar represents a phenyl gr\>up or 1- or 2-naphthyl group, 
and the asterisks (*) represent chrtal carbons) , and subjecting 
the secondary amine, its salt of an inorganic acid or its salt 
of an organic acid to hydrogenolysis , 

2, The production process according to claim 1, wherein the 
hydride reducing agent is sodium borohydride. 



3. The production process according to claim 1, wherein the 
15 inorganic acid or organic acid comprises hydrochloric acid, 

hydrobromic acid, phthalic acid, benzenesulf onic acid, 
p-toluenesulfonic acid or optically active mandelic acid. 

4, The production process according to claim 1 , wherein 

20 hydrogenolysis is carried out while heating at 40°C or higher 
using a group VI II metal catalyst at 0 . 5 wt% or less when converted 
as metal in a hydrogen atmosphere of 2 MPa or lower. 



87 



2 



l; 



12/10/2001 MON 01:59 [TX/RX NO 7940] [g]089 



Q1-12-1Q515S5Q itfttett 

m 



CROWELL IIS J81335A52273 

m 



if 9 0/ 9 7 




10 



15 



5. The ^oduction process according to claim 1, wherein the 
opticall active imine represented by the general formula [3] 
is an opticallyNactive imine obtained by dehydration and 
condensation under^acidic conditions of a fluoro- or 
trif luoromethyl- subs t routed phenylmethyl ketone represented by 
the general formula [ 1 ] ; 
[ Chemical 4 ] 
O 




(wherein, R represents a fluorine atom <Dr trif luoromethyl group , 
ti represents 1 to 5, and it takes an arbitrary substitution 
position, except for the ortho position When R is a fluorine 
atomandnisl) , and an optically active primary amine represented 
by the general formula [ 2 3 : 
[Chemical 5] 

Ar 

A* [2] 
H 2 N Me 

(wherein, Ar represents a phenyl group or 1- or 2-naph\hyl group, 
and the asterisk (*) represents a chiral carbon) • 



20 6. The production process according to c laim 1 , whejreVi 

stereochemistry of the compound represented by the general 
formula [3], [4] or [5] is R form or S form. 
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7. The production process according to claim 5, wherein 
stereochemistry of the compound represented by the general 
formula [2J is R form or S form. 



8, A purification process, characterized in that an optically 
active secondary amine represented by the general formula [4] 
[ Chemical 6 ] 

Ar 

HN^Me 




Me [4] 



(wherein, R represents a f ltforine atom or trif luoromethyl group, 
n represents 1 to 5 and it takesVn arbitrary substitution position 
except for the ortho position Vhen R is a fluorine atom and n 
is 1, Ar represents a phenyl group' or 1- or 2-naphthyl group, 
and the asterisks (*) represent cEiral carbons) is converted 
to a salt of an inorganic acid or organic acid, followed by 
purification by recrystallization. 

9. The purification process according to claim 8, wherein the 
inorganic acid or organic acid comprises hydrochloric acid, 
hydrobromic acid, phthalic acid, benzenesulf onic acid, 
p-toluenesulf onic acid or optically active mandelic acid* 

10, A purification process, characterized in that an optically 
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active^ 1- <3, 5-bis- trif luoromethylphenyl ) ethylamine 
represented by the formula [6]: 
[Chemical. 7]\ 



NH 2 



Me 



[6] 



CF 3 



(wherein, the asterisk (*) represents a chiral carbon) is 
convered to a salt of ak inorganic acid or organic acid, followed 
by purification by redSrystallization . 



11. The purification process according to claim 10, wherein the 
10 organic acid comprises p- toluenesulf onic acid , optically active 
mandellc acid or optically active tartaric acid. 

(jy^ 12m The >qrif ication process according to claim 8, wherein 
^ stereochemistW of the compound represented by the general 

15 formula [4] is R rorm or S form. 



13, The purification process according to claim 10, wherein 
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stereochemistry of the compound represented by the formula [6] 
is R form or S form. 
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[ Chemical 8 ] 



Ar 

A* 

N Me 
*Me [7] 



(wherein, Represents a fluorine atom or trif luoromethyl group, 
n represents 1 to 5 and it takes an arbitrary substitution position , 
except for the orstho position and the para position when R is 
a fluorine atom and\n is 1, Ar represents a phenyl group or 1- 
or 2-naphthyl group, Xnd the asterisk (*) represents a chiral 
carbon) * 
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15. An optically active sec<| 
general formula [ 4 ] : 
[Chemical 9] 



amine represented by the 




(wherein , R represents a fluorine atom or trif luoromethyl group , 
15 n represents 1 to 5 and it takes an arbitrary substitution position , 
except for the ortho position when R is a fluorln\atom and n 
is 1, Ar represents a phenyl group or 1- or 2-naphthVL group, 
and the asterisks (*) represent chiral carbons) 

20 16, An optically active 1- (fluoro- substituted 
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phenyl)© thy lamine represented by the general formula [8] 
Zhemical 10] 

IS 

(wherein\ n represents 1 to 5 and it takes an arbitrary 
substitution position, except for the ortho position and the 
para position when n is 1 , and the asterisk (*) represents a 
chlral carbon) 
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17. An inorganic orVorganic acid salt of an optically active 



secondary amine repre\ 
[Chemical 11] 



*d by the general formula [ 4 ] : 




(wherein, R represents a fluorine at>om or trif luoromethyl group, 
n represents 1 to 5 and it takes an arbitrary substitution position , 
except for the ortho position when R i>$ a fluorine atom and n 
is 1, Ar represents a phenyl group or l-\or 2-naphthyl group, 
and the asterisks (*) represent chiral carbons) 



18. The salt according to claim-,17, wherein the \norganic acid 
20 or organic acid comprises hydrochloric acid, hydrooromic acid, 
phthalic acid, benzenesulf onic acid, p- toluenesulf on±c acid or 
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optically active mandelic acid. 

19\ An inorganic or organic acid salt of an optically active 
1- ( 3\s-bis-trif luoromethylphenyl)ethylamine represented by 
tlie formula [ 6 ] : 
[ Chemical\l2 ] 




(wherein, the ast^r:/^k) <*) represents a chiral carbon). 

10 20, The salt accorda^iQ^to claim 19, wherein the organic acid 
comprises p-toluenesulf oh±o acid, optically active mandelic 
acid or optically active tartaric acid. 



21 • The compound according to claim 14 , wherein stereochemistry 
15 of the compound represented by the general formula [7] is R form 
or S form. 



2^. The compound according to claim 15 , wherbin stereochemistry 



of the compound represented by the general formula [4] is R form 
20 or S form. 



20 . The compound according to claim 16 , wherein stereochemistry 
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